The enzymatic hydrolysis of (R, S)-5-acyloxymethyl-3-alkyl-oxazolidin-2-one I and the behavior of(S)-I for extraction with an organic solvent were examined so as to extend the biological resolution to racemates, and to learn about more appropriate combinations of substrates with lipases on the asymmetric hydrolysis. The combination of (R, S)-5-hexanoyloxymethyl-3-ter?butyl-oxazolidin-2-one 4 with lipoprotein lipase Amano 3 (L. P. L. Amano3, origin; Pseudomonas aeruginosa) and that of (R, S)-5-octanoyloxymethyl-3-isopropyl-oxazolidin-2-one 14 with L. P. L. Amano 3 efficiently gave (S)-5-hydroxymethyl-3-te^butyl-oxazolidin-2-one (»S)-lla (99% e.e.) and
behavior of(S)-I for extraction with an organic solvent were examined so as to extend the biological resolution to racemates, and to learn about more appropriate combinations of substrates with lipases on the asymmetric hydrolysis. The combination of (R, S)-5-hexanoyloxymethyl-3-ter?butyl-oxazolidin-2-one 4 with lipoprotein lipase Amano 3 (L. P. L. Amano3, origin; Pseudomonas aeruginosa) and that of (R, S)-5-octanoyloxymethyl-3-isopropyl-oxazolidin-2-one 14 with L. P. L. Amano 3 efficiently gave (S)-5-hydroxymethyl-3-te^butyl-oxazolidin-2-one (»S)-lla (99% e.e.) and The authors have reported a new route to produce (S)-5-hydroxymethyl-3-ter^butyloxazolidin-2-one, which was the available intermediate for preparing an optically active /?blocker, by the asymmetric hydrolysis of (7?,S )-5-acetoxymethyl-3-ter£-butyl-oxazo- The fastest hydrolysis rate was obtained with the combination of (i?,S )-5-butyryloxymethyl-3-ter*-butyl-oxazolidin-2-one 3 and L.P.L.
Amano3, and this was set as the standard (Expt. 3). The relative hydrolysis rates of other substrates with enzymes were calculated as shown in Table  III . Among racemic 5acyloxymethyl-3-ter/-butyl-oxazolidin-2-one la, the relative hydrolysis rates of (R,S)-5hexanoyloxymethyl-3-ter/-butyl-oxazolidin-2one 4 or (i?,AS)-5-octanoyloxymethyl-3-ter/butyl-oxazolidin-2-one 5 with L.P.L. Amano 3 were 0.88 and 0.67, respectively, and were particularly high (Expts. 4 and 5). However, those of (i?,S)-5-acetoxymethyl-3-/W-butyloxazolidin-2-one 1, (i^S')-isobutyryloxymethyl-3-/er/~butyl-oxazolidin-2-one 2, (i?,S )-5-decanoyloxymethyl-3-£err-butyloxazolidin-2-one 6, and (i?,/St)-5-benzoyloxymethyl-3-rer/-butyl-oxazolidin-2-one 7
were low at 0.14, 0.05, 0.04 and 0.003, respectively (Expts. 1, 2, 6 and7). Since 7 was an insoluble solid in water, it was dissolved in an organic solvent and added to the reaction . Optical purity was determined from the ratio of the content of each corresponding (S)-MTPA diastereomer by GLCanalysis. Separability wasjudged from the following standpoints and classified: + + , (S)-l could be efficiently separated by extraction with hexane; + , (S)-l could be separated by repeated extraction with hexane; -, (S)-l could be separated by extraction with any organic solvent. 4X mixture, an emulsive effect not being observed (Expts. 8 and 9). The compounds of (R9S)-5succinyloxymethyl-3-ter/-butyl-oxazolidin-2one 8 and (i?,S)-5-phthaloyloxymethyl-3-ter^-butyl-oxazolidin-2-one 9 could be easily dissolved in water, but the hydrolysis did not progress (Expts. 10 and ll). The relative hydrolysis rates of 1-7 with lipase PL 266 were found to be in the range of 0.0004-0.57 and were all lower than those with L.P.L. Amano 3 (Expts. 12-18).
On the other hand, the relative hydrolysis rates of racemic 5-acyloxy- the optical purities estimated as (S)-MTPA diastereomers on GLCanalysis were all found to be 98-99% e.e. We can conclude from the above results that the groups substituted at the 3 and/or 5 position of I are not particularly effective for the enantioselectivity on the hydrolysis of I with L.P.L. Amano 3 »or lipase PL 266. Next, the separability was improved in proportion to the length of the carbon chain of the ester part as shown in Table IV . Namely Amano3, respectively, and the results will be reported in our following paper. methoxy-a-trifluoromethylphenylacetyl chloride (58 mg, 0.23 mmol) and pyridine (18mg, 0.23mmol) in dichloromethane (2ml) was stirred for 1 hr at room temperature.
The resulting mixture was injected to a GLC column and the optical purity of (S)-IIa was determined from the ratio of the content of each corresponding diastereomer. The retention times of the corresponding diastereomers were as follows:
(<S)-IIa-(5')-MTPA, 104.4min and (7?)-IIa-(S)-MTPA, 96.6min. The optical purity of (S')-IIb was also determined in the same manner as in the case of (S)-IIa. The retention times of the corresponding diastereomers were as follows: (S)-IIb-(iS)-MTPA, 112.2 min and CR)-IIb-(S)-MTPA, 102.8 min. Expt. 10 (Method C). The mixture of 8 (3.0g, ll.0mmol) and 0.02m potassium phosphate buffer (pH 7.0, 30ml) was vigorously stirred for 30min at 30°C and the pH adjusted to 7.0 by 1 n sodium hydroxide solution. L. P. L. Amano 3 (1.0g) was then added to the solution, but hydrolysis did not proceed at all. 
Syntheses of substrates

